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(54) NOVEL CEPHALOSPORIN DERIVATIVE AND ITS METHOD FOR PREPARATION 

(57) Abstract: 

PURPOSE: Provided a novel cephalosporin derivative 
and its pharmaceutically acceptable salt which show 
antibacterial activity to broad range of microbial 
strains including beta-lactam antibiotics resistant 
strain. Also, its preparation method is provided. 
CONSTITUTION: A compound is represented by the 
formula(l) and used as a novel cephalosporin (I) 
antibiotics. It is especially useful for the treatment of 
diseases caused by methicillin resistant 
staphylococcus aureus(MRSA) and gram positive 
bacteria. In the formula(l), R1 is hydrogen, Na, K, 
and diphenylmethyl and R2 is phenyl group and piperidylthiocarbonyl group. 
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Methicillin Resistant Staphylococcus Aureus (MRSA) 2} EnterococcifeP - S^SMM* 0 ! 3.711 ^^-^4. MR 
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«H|imi 900mH ^Nit 7-^^^lH<>H£-3-*)E.^l^^-4-ns^^olH 50g(0.10mmoI)-§- 
olalN.N-^^l^H.S^^l^?! 15.43g(0.12mmol)^r ^ .££..§. .30*0^)^ 3 2fl ^l-^.^^) 0} h 

27.47g(0.10mmoI)-§- SO^-f-^ *W] «7WjI 2<M#*<?> ^ Ot^H H# C-| «>-§-Aj:Q4. ^ <3 

4, #tt«Hl ^«*«a^S. 500ml4 # 500ml-g- £<H ^#^al -fM§>-g- », 



°1 n- ^WKH 4|-fM|el|SS. ^SW* 62.30g(42.6%)£ £$4. . 

'H-NMR(CDC1 3 )6 3.41 -3.80 (4H,m), 4.95(lH,d), 5.78(lH,m). 6.38(lH,d), 6.90(lH.s), 7.00 - 7.60 (25H, 
m) 

lH«fl 2 
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N.N-cl"fll-€f- 6 MH lOOmH] ^^^^y^&'i <$3.^<* 2.91g(16.32mmol)-g: ^°)5L ££.-§• -20t°W 
-30TC7W ^^l^^f. N,N-tl^Sl«fll4 B J 2.64g(20.43nrniol)4 ^ Bfl >=| *I] <fj 7 - »1N«HI;E»W:£- 3- 
5H^ii£^^l)^l^ -4-7>^-^b!MB 10.00g(13.59mmol)l- -20TC°fl^1 2^l^3r^- < ?V M^JL ^ # 

4| ^-6U ^Jofl^4 n .«jA>(i :1 .5)*i Miwo) t^as.^s.nefl3ls ^-e)*H ^^1- 4.04g(46.2 



1 H-NMR(CDC1 3 )8 1.45- 1.95 (lOH.m.piperidyl). 3.60 -3.88 (4H,ro,C - 2,CH 2 ). 5.12(lH,d.C-6), 5.90(lH,m, 
C-7), 6.26(lH.d.NH), 6.98(lH,s,CH), 7.20- 7.70(1 5H,m,Arom) 

3 

331^11 7-«Hit-3- (^^^l^El^e^Aflsa^.Trls^isllolH ^ 




565.18 



80mH i^5iH^lEl-*S.2lH 2.06g(9.89mmol)-i- ^-<>U 0-5VS. 3)2)^ 0.81g(10.2 

2mmol) #^o!0-5t*5Hl*l S^IZ. 3 *)N *1] S 7 - *I1 'si °M1 B^l £. . 3 . (3] *)) e] 1 ^ e| 2_?\ a j£ v£) 4 ^ 

-4-?V=^2)l<>lH 4.00g(6.18mmol)# ^7>S>j1 H#30fc*tf SB-M^ 1 *. -35tJ*W ^^M^ «1 ^ 

■fr£lHM °l£-^Ehl-17.65g(238.13iranol)-g- ^a. -10t°l*MH 1*1^30**^ H^Vcl # 



£ #tf*HI ^#*V^ I^WI-jI ?i£*>^ 3.00g(85.9%)4 ££4. 

1 H-NMR(DMSO-d 6 )6 1.40 - 1.80(10H,m,piperidyl), 5.10(lH,d.C-6), 5.28(lH.m,C - 7), 6.98(lH,m,CH) . 
7.20- 7.70 (10H,m,Arom) 
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«>H]£^Hl 200mH ^iS11^3.61g (32.77 mmol)^- ^°lal -frE* -20"C«1|^ -30t7>*l «j *M N.N - t| 
oliHS.lilo).Bl 5.27g(40.76mmol)4 33] , sH]l 7-5j^oMHo}"l£-3- M^£^£1L3->MH^ -4-?|-s. 
-^H^HS 20.00g(27.18mmol)l- -20t*H 2^1^ SL^JL «V-§-£3. * #<£*H *HW5L 
:*-l:lS -fMfc-fr #, %t>n}av1)#o.s. * ##«H *^*M "^^l" 14g(86%) 



1 H - NMR(CDC1 3 )6 3.00 - 3.20(2H,m.C - 2,CH 2 ) . 3.55 - 3.70(2H.m.CH 2 ) . 4.98(lH.d.C - 6) . 5.70(lH,m,C - 7) , 
6.58(lH,d.NH). 6.98(lH,s.CH), 7.15-7.80(20H.m.Aroin) 
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oN#8.27g(76.47mTnol)°H ^^"il! 7-^^A«V^S«M£-3- - 4 - ^-SL^^MS. 0.75g( 

1.19mmol)* 5- 10t3. °] ^-g--8-*W ^^±s.o\^x\- l2.26g(l07.53mmol)-§- 

5 - iov^ l^m-S-ov «J-§-a]^i4. ^-s-^-s. ^ #<y-*Hl ^-froflEfle s *j«sW 3-3331- 0.45 

g(81.9%)* £$4. 

, H-NMR(DMSO-d 6 )6 3.20- 3.85 (5H,m.C - 2.0CH 3 ), 5.25(lH,d.C - 6). 5.73(lH,m.C-7), 7.15 -7.60(1 OH, 
m.Arom), 9.25(lH,d,NH) 

aJaM 6 




°K)^4.18g(38.65nimo!H ^sfl^MH 7-^^^JL<>MS 0 H£-3 - (^^^^M.S.'i)^ -4 - 

0.41g(0.60mmol)£ ^t 0 !^ 0 - 5 1 5. ^4*1*14. °1 St**^^ Helf-^-iLS-oHlS^ 6.20g(54.3 

5mmol) |- $3. 0-5*C*IH 1*13*4 ^A]^. ifrfr^S. * ^-fr«1|t|as 133-«H W$ 

t-t 0.27g(87.20%)* "284. 

1 H - NMR (DMSO - d 6 ) 6 1.45 - 1.90(10H.m.plperidyl). 3.45 - 3.95 (4H,m,C - 2.CH 2 ) t 5.15(lH,d.C-6), 5.75(1 
H.m.C - 7) . 7.00 - 7.45 (5H,m,C 6 H 5 ) , 9.25(lH,d,NH) 

-A *M 8 

^ ah o^xi 3 §^$4. 

"fl^ltff 18AR^-?i37t;^Ai °HMW^m Afl^sj 44 o^j *j **JM11- ^i^l ¥£(MI 

C)(y l/cm2S. SAj)3>l sg7Hi}5S4. 

a MIC 50 AS £€3*1. »lr 50 %# ^H*^ ^"Aj^o; a^^f. 3*1 $4. 

4*4 £4. 
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